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ring A, together with the atoms of the e-caprolactam to which it is attached, forms a 
carbocyclic or heterocyclic ring selected from the group consisting of: 

A) a^yl having from 6 to 14 ring carbon atoms substituted with from 1 to 5 
substituents selected from the group consisting of: 

1) \acyloxy selected from alkyl-C(0)0-, substituted alkyl -C(0)0-, 

cy*doalkyl-C(0)0-, substituted cycloalkyl-C(0)0-, aryl-C(0)0, 
I heterWyl-C(0)0-, and heterocyclic-C(0)0- wherein alkyl is defined 

V V in R he^ih; wherein substituted alkyl is defined in S herein; wherein 

Q I cycloalkyl\s defined in B herein; wherein substituted cycloalkyl is 

defined in C ^herein; wherein aryl is defined in A herein; wherein 
heteroaryl is defined in F herein; and wherein heterocyclic is defined 
in G herein; \ 

2) hydroxy; \ 

3) acyl selected from alkyl-C(O)-, substituted alkyl-C(O)-, cycloalkyl- 
C(O)-, substituted cycloalkyl-C(O)-, aryl-C(O)-, heteroaryl-C(O)- 
and heterocyclic-C(O)- wherein alkyl is defined in R herein; wherein 
substituted alkyl is defined in \S herein; wherein cycloalkyl is defined 
in B herein; wherein substituted cycloalkyl is defined in C herein; 
wherein aryl is defined in A herem; wherein heteroaryl is defined in 
F herein; and wherein heterocyclic \s defined in G herein; 

4) alkyl as defined in R herein; \ 

5) alkoxy having the formula alkyl-O- wherein alkyl is defined in R 
herein; \ 

6) alkenyl as defined in T herein; \ 

7) alkynyl as defined in V herein; \ 

8) substituted alkyl as defined in S herein; \ 

9) substituted alkoxy of the formula substituted alkyl-O- where 
substituted alkyl is as defined in S herein; \ 

10) substituted alkenyl as defined in U herein; \ 

11) substituted alkynyl as defined in W herein; \ 



IE 
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C 



12) \ amino having the formula -NH 2 -; 

13) \ substituted amino having the formula -N(R) 2 where each R is 
^dependently selected from the group consisting of hydrogen, alkyl, 

^tituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted 
alkynjd, aryl, cycloalkyl, substituted cycloalkyl, heteroaryl, 
heterocyclic and where both R groups are joined to form a 
heterocyclic group; wherein alkyl is defined in R herein; substituted 
alkyl is defined in S herein; wherein alkenyl is defined in T herein; 
wherein substituted alkenyl is defined in U herein; wherein alkynyl is 
defined in V herein; wherein substituted alkynyl is defined in W 
herein; wherein arVl is defined in A herein; wherein cycloalkyl is 
defined in B herein; wherein substituted cycloalkyl is defined in C 
herein; wherein heteroaryl is defined in F herein; and wherein 
heterocyclic is defined iij G herein; 

14) aminoacyl having the formula -NRC(0)R wherein each R is 
independently hydrogen, alxyl, substituted alkyl, aryl, heteroaryl or 
heterocyclic; wherein alkyl is\defined in R herein; wherein 
substituted alkyl is defined in SVherein; wherein aryl is defined in A 
herein; wherein heteroaryl is defined in F herein; and wherein 
heterocyclic is defined in G herein\ 

15) acylamino having the formula -C(OjNRR where each R is 
independently hydrogen, alkyl, substituted alkyl, aryl, heteroaryl, or 
heterocyclic or where both R groups are joined to form a heterocyclic 
group; wherein alkyl is defined in R herein; wherein substituted alkyl 
is defined in S herein; wherein aryl is defined in A herein; wherein 
heteroaryl is defined in F herein; and wherqn heterocyclic is defined 
in G herein; 
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16\ alkaryl of the formula -alkylene-aryl having 1 to 8 carbon atoms in 
\ the alkylene moiety wherein aryl is defined in A herein and alkylene 
lfc a divalent alkyl where alkyl is defined in R herein; 

17) aryl as defined in A herein; 

18) arylo\y having the formula -aryl-O wherein aryl is defined in A 
herein ;\ 

19) azido; \ 

20) carboxyl; \ 

21) carboxylalkyl \aving the formula -C(0)Oalkyl and -C(0)0- 
substituted alkylNvherein alkyl as defined in R herein and substituted 
alkyl is defined in S! herein; 

22) cyano; \ 

23) halo selected from fluoto, chloro, bromo and iodo; 

24) nitro; \ 

25) heteroaryl as defined in F Herein; 

26) heterocyclic as defined in G lierein; 

27) aminoacyloxy having the formula -NRC(0)OR wherein each R is 
independently hydrogen, alkyl, Substituted alkyl, aryl, heteroaryl or 
heterocyclic; wherein alkyl is defiiied in R herein; wherein 
substituted alkyl is defined in S herem; wherein aryl is defined in A 
herein; wherein heteroaryl is defined m F herein; and wherein 
heterocyclic is defined in G herein; \ 

28) oxyacylamino having the formula -OC(0)NRR where each R is 
independently hydrogen, alkyl, substituted alkyl, aryl, heteroaryl, or 
heterocyclic wherein alkyl is defined in R herein; wherein substituted 
alkyl is defined in S herein; wherein aryl is denned in A herein; 
wherein heteroaryl is defined in F herein; and wherein heterocyclic is 
defined in G herein; \ 
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295 thioalkoxy having the formula -S-alkyl, wherein alkyl as defined in R 
\ herein; 

30) \ substituted thioalkoxy having the formula -S-substituted alkyl, 

Wherein substituted alkyl is defined in S herein; 

31) thioaryloxy having the formula aryl-S- wherein aryl is defined in A 
herein; 

32) thioneteroaryloxy having the formula heteroaryl-S- wherein 
heteroaryl is defined F herein; 

33) -SO-allcyl wherein alkyl is defined in R herein; 

34) -SO-subkituted alkyl wherein substituted alkyl is defined in S herein; 

35) -SO-aryl wherein aryl is defined in A herein; 

36) -SO-heteroaryl wherein heteroaryl is defined in F herein; 

37) -S0 2 -alkyl wherein alkyl is defined in R herein; 

38) -S0 2 -substituted alky 1 wherein substituted alkyl is defined in S herein; 

39) -S0 2 -aryl wherein aryl is defined in A herein; 

40) -S0 2 -heteroaryl wherein heteroaryl is defined in F herein; and 

41) trihalomethyl wherein halo is defined in A23 herein; 
cycloalkyl of from 3 to 12 carbon atoms; 

substituted cycloalkyl having 3\o 12 carbon atoms and from 1 to 5 
substituents selected from the group consisting of: 



1) 


alkoxy as defined in A5 herein; 


2) 


substituted alkoxy as defined^in A9 herein; 


3) 


cycloalkyl as defined in B herein; 


4) 


substituted cycloalkyl as definedNn C herein; 


5) 


cycloalkenyl as defined in D herein: 


6) 


substituted cycloalkenyl as defined in E herein; 


7) 


acyl as defined in A3 herein; \ 


8) 


acylamino as defined in A15 herein; \ 


9) 


acyloxy as defined in Al herein; \ 
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.10) amino as defined in A 12 herein; 
rl) substituted amino as defined in A 13 herein; 
12A aminoacyl as defined in A 14 herein; 

13) \ aminoacyloxy as defined in A27 herein; 

14) Wyacylamino as defined in A28 herein; 

15) cykno; 

16) halogen wherein halo is defined in A23 herein; 

17) hydroxVl; 

18) carboxyl\ 

19) carboxylalkyl as defined in A21 herein; 

20) keto having the formula =0; 

21) thioketo havingNthe formula =S; 

22) thiol having the fVmula -SH; 

23) thioalkoxy as defined in A29 herein; 

24) substituted thioalkoxy\as defined in A30 herein; 

25) aryl as defined in A herein; 

26) aryloxy as defined in A18\herein; 

27) heteroaryl as defined in F hWein; 

28) heteroaryloxy having the formula -O-heteroaryl wherein heteroaryl is 
defined in F herein; \ 

29) heterocyclic as defined in G herem; 

30) heterocyclooxy having the formula \0-heterocyclic wherein 
heterocyclic is defined in G herein; \ 

31) hydroxyamino; \ 

32) alkoxyamino wherein alkoxy is defined in A5 herein; 

33) nitro; \ 

34) -SO-alkyl as defined in A33 herein; \ 

35) -SO-substituted alkyl as defined in A34 hereirri 

36) -SO-aryl as defined in A35 herein; \ 
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3^ -SO-heteroaryl as defined in A36 herein; 

38) \ -S0 2 -alkyl as defined in A37 herein; 

39) \-S0 2 -substituted alkyl as defined in A38 herein; 

40) -S0 2 -aryl as defined in A39 herein; and 

41) -SO-heteroaryl as defined in A40 herein; 
cycloalkenyl of from 4 to 8 carbon atoms; 

substituted cycloalkenyl having from 4 to 8 carbon atoms and from 1 to 5 
substituents selected from the group consisting of: 

1) alkoxy as denned in A5 herein; 

2) substituted alkisxy as defined in A9 herein; 

3) cycloalkyl as denned in B herein; 

4) substituted cycloalW as defined in C herein; 

5) cycloalkenyl as defined in D herein; 

6) substituted cycloalkenyl as defined in E herein; 

7) acyl as defined in A3 herein; 

8) acylamino as defined in a\5 herein; 

9) acyloxy as defined in Al herein; 

10) amino as defined in A12 herein; 

11) substituted amino as defined in A 13 herein; 

12) aminoacyl as defined in A 14 herein; 

13) aminoacyloxy as defined in A27 herein; 

14) oxy acylamino as defined in A28 herein; 

15) cyano; \ 

16) halogen wherein halo is defined in A23 herein; 

17) hydroxyl; \ 

18) carboxyl; \ 

19) carboxylalkyl as defined in A21 herein; \ 

20) keto as defined in C20 herein; \ 

21) thioketo as defined in C21 herein; \ 
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22) thiol as defined in C22 herein; 

23) \ thioalkoxy as defined in A29 herein; 

24) \ substituted thioalkoxy as defined in A30 herein; 

25) aryl as defined in A herein; 

26) arjdoxy as defined in A18 herein; 

27) heteVvparyl as defined in F herein; 

28) hetero\ryloxy as defined in C28 herein; 

29) heterocyclic as defined in G herein; 

30) heterocyclW)xy as defined in C30 herein; 

31) hydroxyamino ; 

32) alkoxyamino as defined in C32 herein; 

33) nitro; \ 

34) -SO-alkyl as defiried in A33 herein; 

35) -SO-substituted alkyl as defined in A34 herein; 

36) -SO-aryl as defined inA35 herein; 

37) -SO-heteroaryl as definted in A36 herein; 

38) -S0 2 -alkyl as defined in A37 herein; 

39) -S0 2 -substituted alkyl as defined in A38 herein; 

40) -S0 2 -aryl as defined in A39 herein; and 

41) -S0 2 -heteroaryl as defined in A40 herein; 

heteroaryl of from 1 to 15 ring carbon atoms and 1 to 4 ring heteroatoms 
selected from oxygen, nitrogen and sulfur, substituted with from 1 to 5 
substituents selected from: \ 

1) acyloxy as defined in Al herein; \ 

2) hydroxy; \ 

3) acyl as defined in A3 herein; \ 

4) alkyl as defined in R herein; \ 

5) alkoxy as defined in A5 herein; \ 

6) alkenyl as defined in T herein; \ 
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7) alkynyl as defined in V herein; 

8) substituted alkyl as defined in S herein; 

9) \ substituted alkoxy as defined in A9 herein; 

10) \ substituted alkenyl as defined in U herein; 

11) Vubstituted alkynyl as defined in W herein; 

12) amino as defined in A 12 herein; 

13) substituted amino as defined in A 13 herein; 

14) aminoacyl as defined in A 14 herein; 

15) acylamino as defined in A 15 herein; 

16) alkaryl as defined in A 16 herein; 

17) aryl as defined in A herein; 

18) aryloxy as denned in A 18 herein; 

19) azido; \ 

20) carboxyl; \ 

21) carboxylalkyl as defined in A21 herein; 

22) cyano; \ 

23) halo as defined in A23 herein; 

24) nitro; \ 

25) heteroaryl as defined in F herein; 

26) heterocyclic as defined in G herein; 

27) aminoacyloxy as defined in A27 herein; 

28) oxyacylamino as defined in A28 iierein; 

29) thioalkoxy as defined in A29 hereiV 

30) substituted thioalkoxy as defined in A30 herein; 

31) thioaryloxy as defined in A31 herein; \ 

32) thioheteroaryloxy as defined in A32 herein; 

33) -SO-alkyl as defined in A33 herein; \ 

34) -SO-substituted alkyl as defined in A34 herW; 

35) -SO-aryl as defined in A35 herein; \ 
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36) -SO-heteroaryl as defined in A36 herein; 

37\ -S0 2 -alkyl as defined in A37 herein; 

38) \ -S0 2 -substituted alkyl as defined in A3 8 herein; 

39) \S0 2 -aryl as defined in A39 herein; 

40) -S0 2 -heteroaryl as defined in A40 herein; and 

41) trihalomethyl as defined in A41 herein; 

heterocyclic of from 1 to 15 ring carbon atoms and from 1 to 4 ring atoms 
selected from nitrogen, sulfur and oxygen, substituted with from 1 to 5 
substituents selected from: 

1) alkoxy as defined in A5 herein; 

2) substituted alkVxy as defined in A9 herein; 

3) cycloalkyl as denned in B herein; 

4) substituted cycloalkyl as defined in C herein; 

5) cycloalkenyl as defined in D herein; 

6) substituted cycloalkenw as defined in E herein; 

7) acyl as defined in A3 herein; 

8) acylamino as defined in A15 herein; 

9) acyloxy as defined in Al herein; 

10) amino as defined in A 12 herem; 

11) substituted amino as defined in Vl3 herein; 

12) aminoacyl as defined in A14 herein; 

13) aminoacyloxy as defined in A27 heVein; 

14) oxyacylamino as defined in A28 herein; 

15) cyano; \ 

16) halogen wherein halo is defined in A23 

17) hydroxyl; 

18) carboxyl; 

19) carboxylalkyl as defined in A21 herein; 

20) keto as defined in C20 herein; 
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^21) thioketo as defined in C21 herein; 

Z) thiol as defined in C22 herein; 
23a thioalkoxy as defined in A29 herein; 

24) \ substituted thioalkoxy as defined in A30 herein; 

25) Vyl as defined in A herein; 

26) aryloxy as defined in A 18 herein; 

27) heteroaryl as defined in F herein; 
I 28) heteroa^yloxy as defined in C28 herein; 




^ 29) heterocyclic as defined in G herein; 

30) heterocyclaoxy as defined in C30 herein; 

31) hydroxy amino ; 

32) alkoxyamino a§ defined in C32 herein; 

33) nitro; 

34) -SO-alkyl as defined in A33 herein; 

35) -SO-substituted alkVl as defined in A34 herein; 

36) -SO-aryl as defined in A35 herein; 

37) -SO-heteroaryl as defined in A36 herein; 

38) -S0 2 -alkyl as defined in A37 herein; 

39) -S0 2 -substituted alkyl as defined in A38 herein; 

40) -S0 2 -aryl as defined in A39 herein; and 

41) -S0 2 -heteroaryl as defined in A40 herein; 

ring B, together with the atoms of the e-caprolactam to which it is attached, forms a 
carbocyclic or heterocyclic ring selected from the group \onsisting of: 

H) aryl as defined in A herein; 

I) cycloalkyl as defined in B herein; 
J) substituted cycloalkyl as defined in C herein; 
K) cycloalkenyl as defined in D herein; 
L) substituted cycloalkenyl as defined in E herein; 
M) heteroaryl as defined in F herein; and 
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N) heterocyclic as defined in G herein; 

ring C, together with the atoms of the e-caprolactam to which it is attached, forms a 
heteroaryl aV defined in F herein or heterocyclic ring as defined in G herein; 
R 1 is selected from the group consisting of: 

P) an ammo-blocking group being any group, bound to an amino group, which 
prevents undesired reactions from occurring at the amino group and which 
may be removed by conventional chemical and/or enzymatic procedures to 
reestablish the amino group; 

R 2 is selected from the group consisting of: 

Q) hydrogen; \ 

R) alkyl of from 1 to\20 carbon atoms; 

S) substituted alkyl of from 1 to 20 carbon atoms, having from 1 to 5 
substituents selected hpm: 



1) 


alkoxy as defines in A5 herein; 


2) 


substituted alkoxjAas defined in A9 herein; 


3) 


cycloalkyl as defined, in B herein; 


4) 


substituted cycloalkyl Vs defined in C herein; 


5) 


cycloalkenyl as defined in D herein; 


6) 


substituted cycloalkenyl as. defined in E herein; 


7) 


acyl as defined in A3 hereim 


8) 


acylamino as defined in A 15 herein; 


9) 


acyloxy as defined in Al herein\ 


10) 


amino as defined in A12 herein; \ 


ID 


substituted amino as defined in A13 iierein; 


12) 


aminoacyl as defined in A 14 herein; \ 


13) 


aminoacyloxy as defined in A27 herein; \ 


14) 


oxyacylamino as defined in A28 herein; \ 


15) 


cyano; \ 



Application No. 09/882.777 
Attorney's Docket No. 002010-685 

Page 14 



16) halogen wherein halo is defined in A23 herein; 

17) hydroxyl; 
18\ carboxyl; 

19) \ carboxylalkyl as defined in A21 herein; 

20) \eto as defined in C20 herein; 

21) thioketo as defined in C21 herein; 

22) thiolVas defined in C22 herein; 

23) thioallcbxy as defined in A29 herein; 

24) substituted thioalkoxy as defined in A30 herein; 

25) aryl as defmed in A herein; 

26) aryloxy as defined in A 18 herein; 

27) heteroaryl as defined in F herein; 

28) heteroaryloxy as iiefined in C28 herein; 

29) heterocyclic as defiiied in G herein; 

30) heterocyclooxy as denned in C30 herein; 

31) hydroxy amino ; \ 

32) alkoxyamino as defined in C32 herein; 

33) nitro; \ 

34) -SO-alkyl as defined in A33 herein; 

35) -SO-substituted alkyl as defined in A34 herein; 

36) -SO-aryl as defined in A35 herein; 

37) -SO-heteroaryl as defined in A36 nferein; 

38) -S0 2 -alkyl as defined in A37 herein; \ 

39) -S0 2 -substituted alkyl as defined in A318 herein; 

40) -S0 2 -aryl as defined in A39 herein; and \ 

41) -S0 2 -heteroaryl as defined in A40 herein; \ 

alkenyl of from 2 to 10 carbon atoms and 1-2 sites of alkenyl unsaturation; 
substituted alkenyl having from 1 to 3 substituents selected from the group 
consisting of: \ 
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l\ alkoxy as defined in A5 herein; 

2) \ substituted alkoxy as defined in A9 herein; 

3) \ cycloalkyl as defined in B herein; 

4) Substituted cycloalkyl as defined in C herein; 

5) cycloalkoxy wherein alkoxy is defined in A5 herein ; 

6) substituted cycloalkoxyl wherein substituted alkoxy is defined in A9 
herein^ 

7) acyl as defined in A3 herein; 

8) acylamino\as defined in A15 herein; 

9) acyloxy as defined in Al herein; 

10) amino as defined in A 12 herein; 

11) substituted amirfp as defined in A13 herein; 

12) aminoacyl as defined in A14 herein; 

13) aminoacyloxy as defined in A27 herein; 

14) cyano; 

15) halogen wherein halo is Refined in A23 herein; 

16) hydroxyl; 

17) carboxyl; 

18) carboxylalkyl as defined in A^J herein; 

19) keto as defined in C20 herein; 

20) thioketo as defined in C21 herein;\ 

21) thiol as defined in C22 herein; 

22) thioalkoxy as defined in A29 herein; 

23) substituted thioalkoxy as defined in A30\herein; 

24) aryl as defined in A herein; 

25) heteroaryl as defined in F herein; 

26) heterocyclic as defined in G herein; 

27) heterocyclooxy as defined in C30 herein; 

28) nitro; 
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2y) -SO-alkyl as defined in A33 herein; 

30) \ -SO-substituted alkyl as defined in A34 herein; 

31) \ -SO-aryl as defined in A35 herein; 

32) -SO-heteroaryl as defined in A36 herein; 

33) -SOo-alkyl as defined in A37 herein; 

34) -S0 2 -^ubstituted alkyl as defined in A3 8 herein; 

35) -S0 2 -aryl as defined in A39 herein; and 

36) -S0 2 -heteroaryl as defined in A40 herein; 

alkynyl of from 2 tot 10 carbon atoms and from 1-2 sites of alkynyl 
unsaturation; \ 

substituted alkynyl of from 1 to 3 substituents selected from: 

1) alkoxy as defined In A5 herein; 

2) substituted alkoxy asv defined in A9 herein; 

3) cycloalkyl as defined m B herein; 

4) substituted cycloalkyl as\defined in C herein; 

5) cycloalkoxy as defined inYl5 herein; 

6) substituted cycloalkoxyl as defined in U6 herein; 

7) acyl as defined in A3 herein; \ 

8) acylamino as defined in A15 herein; 

9) acyloxy as defined in Al herein; \ 

10) amino as defined in A 12 herein; \ 

11) substituted amino as defined in A13 hetein; 

12) aminoacyl as defined in A 14 herein; \ 

13) aminoacyloxy as defined in A27 herein; \ 

14) cyano; \ 

15) halogen wherein halo is defined in A23 herein\ 

16) hydroxy 1; \ 

17) carboxyl; \ 

18) carboxylalkyl as defined in A21 herein; \ 
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to) keto as defined in C20 herein; 
20\ thioketo as defined as C21 herein; 

21) \ thiol as defined as C22 herein; 

22) \thioalkoxy as defined in A29 herein; 

23) substituted thioalkoxy as defined in A30 herein; 

24) aryl as defined in A herein; 

25) heteisparyl as defined in F herein; 

26) heterocyclic as defined in G herein; 

27) heterocVclooxy as defined in C30 herein; 

28) nitro; \ 

29) -SO-alkyl \s defined in A33 herein; 

30) -SO-substitirted alkyl as defined in A34 herein; 

31) -SO-aryl as defined in A35 herein; 

32) -SO-heteroarylVs defined in A36 herein; 

33) -S0 2 -alkyl as denned in A37 herein; 

34) -S0 2 - substituted alkyl as defined in A3 8 herein; 

35) -S0 2 -aryl as defined in A39 herein; and 

36) -S0 2 -heteroaryl as defined in A40 herein; 
X) aryl as defined in A herein; \ 

Y) cycloalkyl as defined in B herein; 
Z) heteroaryl as defined in F herein\ and 
AA) heterocyclic as defined in G herei^: 
R 3 is selected from the group consisting of:\ 
BB) hydrogen; \ 
CC) alkyl as defined in R herein; \ 
DD) substituted alkyl as defined in S herein; \ 
EE) alkenyl as defined in T herein; \ 
FF) substituted alkenyl as defined in U herein; \ 
GG) alkynyl as defined in as defined in V herein; \ 
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nil; 


bUUoLiLULcu diKyiiyi da uciiiicu in w Herein, 


TTl 

A 


aCyl dS (iCllIlcU 111 r\J HcicUl, 


JJ)\ 


aryl as defined in A herein; 


KK)\ 


cycloalkyl as defined in B herein; 


LL) > 


y substituted cycloalkyl as defined in C herein; 


MM) 


cycloalkenyl as defined in D herein; 


NN) 


substituted cycloalkenyl as defined in E herein; 


OO) 


heteroaryl as defined in F herein; and 


PP) 


heterocyclic as defined in G herein; 



each R 4 is independently selected from the group consisting of: 

QQ) alkylas defined in R herein; 

RR) substituted alkyl as defined in S herein; 

SS) alkenyAas defined in T herein; 

TT) substituted alkenyl as defined in U herein; 

UU) alkynyl as defined in V herein; 

VV) substituted\alkynyl as defined in W herein; 

WW) aryl as defined in A herein; 

XX) cycloalkyl as\defined in B herein; 

YY) substituted cycloalkyl as defined in C herein; 

ZZ) cycloalkenyl asV defined in D herein; 

AAA) substituted cycloalkenyl as defined in E herein; 

BBB) heteroaryl as defined in F herein; and 

CCC) heterocyclic as defined in G herein; 

m is an integer from 0 to 2\ and salts thereof. 



64. (Amended) A compound of formula II: 



R 1 — N-W 
H 



II 
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aryl having from 6 to 14 ring carbon atoms substituted with from 1 to 5 

^substituents selected from the group consisting of: 

l\ acyloxy selected from alkyl-C(0)0-, substituted alkyl -C(0)0-, 
\ cycloalkyl-C(0)0-, substituted cycloalkyl-C(0)0, aryl-C(0)0-, 
\heteroaryl-C(0)0-, and heterocyclic-C(0)0- wherein alkyl is 
dWined in R herein; wherein substituted alkyl is defined in S herein; 
wherein cycloalkyl is defined in B herein; wherein substituted 
cycloklkyl is defined in C herein; wherein aryl is defined in A 
herein; Nwherein heteroaryl is defined in F herein; and wherein 
heterocyclic is defined in G herein; 

2) hydroxy; \ 

3) acyl selected from alkyl-C(O)-, substituted alkyl-C(O)-, cycloalkyl- 
C(O)-, substituted cycloalkyl-C(O)-, aryl-C(O)-, heteroaryl-C(O)- 
and heterocyclic^C(O)- wherein alkyl is defined in R herein; wherein 
substituted alkyl is\defined in S herein; wherein cycloalkyl is 
defined in B herein;\ wherein substituted cycloalkyl is defined in C 
herein; wherein aryl lk defined in A herein; wherein heteroaryl is 
defined in F herein; and wherein heterocyclic is defined in G herein; 

4) alkyl as defined in R herein; 

5) alkoxy having the formula aikyl-O- wherein alkyl is defined in R 
herein; \ 

6) alkenyl as defined in T herein; \ 

7) alkynyl as defined in V herein; \ 

8) substituted alkyl as defined in S herein; 

9) substituted alkoxy of the formula substituted alkyl-O- where 
substituted alkyl is as defined in S herein; 

10) substituted alkenyl as defined in U hereim 

11) substituted alkynyl as defined in W herein;\ 
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12) amino having the formula -NH 2 -; 

13\ substituted amino having the formula -N(R) 2 where each R is 

\ independently selected from the group consisting of hydrogen, alkyl, 
^substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted 
alkynyl, aryl, cycloalkyl, substituted cycloalkyl, heteroaryl, 
heterocyclic and where both R groups are joined to form a 
heterocyclic group; wherein alkyl is defined in R herein; substituted 
alkyl is ciefined in S herein; wherein alkenyl is defined in T herein; 
wherein substituted alkenyl is defined in U herein; wherein alkynyl 
is defined iA V herein; wherein substituted alkynyl is defined in W 
herein; wherein aryl is defined in A herein; wherein cycloalkyl is 
defined in B heVein; wherein substituted cycloalkyl is defined in C 
herein; wherein heteroaryl is defined in F herein; and wherein 
heterocyclic is defined in G herein; 

14) aminoacyl having the, formula -NRC(0)R wherein each R is 
independently hydrogefa, alkyl, substituted alkyl, aryl, heteroaryl or 
heterocyclic; wherein alRvl is defined in R herein; wherein 
substituted alkyl is defined\in S herein; wherein aryl is defined in A 
herein; wherein heteroaryl is\defined in F herein; and wherein 
heterocyclic is defined in G herein; 

15) acylamino having the formula -6(0)NRR where each R is 
independently hydrogen, alkyl, substituted alkyl, aryl, heteroaryl, or 
heterocyclic or where both R groups are joined to form a 
heterocyclic group; wherein alkyl is defined in R herein; wherein 
substituted alkyl is defined in S herein\wherein aryl is defined in A 
herein; wherein heteroaryl is defined in F herein; and wherein 
heterocyclic is defined in G herein; \ 
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\6) alkaryl of the formula -alkylene-aryl having 1 to 8 carbon atoms in 
\ the alkylene moiety wherein aryl is defined in A herein and alkylene 
\ is a divalent alkyl where alkyl is defined in R herein; 

17) \ aryl as defined in A herein; 

18) aryloxy having the formula -aryl-O wherein aryl is defined in A 
herein; 

19) azidO: 

20) carboxVl; 

21) carboxylklkyl having the formula -C(0)Oalkyl and -C(0)0- 
substitutedNalkyl wherein alkyl as defined in R herein and substituted 
alkyl is defined in S herein; 

22) cyano; \ 

23) halo selected from fluoro, chloro, bromo and iodo; 

24) nitro; \ 

25) heteroaryl as defined\in F herein; 

26) heterocyclic as defined\in G herein; 

27) aminoacyloxy having the\formula -NRC(0)OR wherein each R is 
independently hydrogen, alkyl, substituted alkyl, aryl, heteroaryl or 
heterocyclic; wherein alkyl ik defined in R herein; wherein 
substituted alkyl is defined in therein; wherein aryl is defined in A 
herein; wherein heteroaryl is defined in F herein; and wherein 
heterocyclic is defined in G herein\ 

28) oxyacylamino having the formula -OC(0)NRR where each R is 
independently hydrogen, alkyl, substituted alkyl, aryl, heteroaryl, or 
heterocyclic wherein alkyl is defined in R herein; wherein 
substituted alkyl is defined in S herein; wherein aryl is defined in A 
herein; wherein heteroaryl is defined in F herein; and wherein 
heterocyclic is defined in G herein; \ 



B) 
C) 
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thioalkoxy having the formula -S-alkyl, wherein alkyl as defined in 
R herein; 

^substituted thioalkoxy having the formula -S-substituted alkyl, 

erein substituted alkyl is defined in S herein; 
thioaryloxy having the formula aryl-S- wherein aryl is defined in A 
herein: 

thiohetefcoaryloxy having the formula heteroaryl-S- wherein 
heteroaryl\is defined F herein; 
-SO-alkyl wlherein alkyl is defined in R herein; 
-SO-substitutefy alkyl wherein substituted alkyl is defined in S 
herein; 

-SO-aryl wherein aryl is defined in A herein; 
-SO-heteroaryl whertein heteroaryl is defined in F herein; 
-S0 2 -alkyl wherein alkyl is defined in R herein; 
-S0 2 -substituted alkyl wherein substituted alkyl is defined in S 
herein; 

-S0 2 -aryl wherein aryl is denned in A herein; 
-S0 2 -heteroaryl wherein heterdaryl is defined in F herein; and 
trihalomethyl wherein halo is defined in A23 herein; 
cycloalkyl of from 3 to 12 carbon atoms; 

substituted cycloalkyl having 3 to 12 carbon^atoms and from 1 to 5 
substituents selected from the group consisting\of: 

1) alkoxy as defined in A5 herein; 

2) substituted alkoxy as defined in A9 herein^ 

3) cycloalkyl as defined in B herein; 

4) substituted cycloalkyl as defined in C herein; 

5) cycloalkenyl as defined in D herein; 

6) substituted cycloalkenyl as defined in E herein; 

7) acyl as defined in A3 herein; 



30) 

31) 

32) 

33) 
34) 

35) 
36) 
37) 
38) 

39) 
40) 
41) 
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8) \ acylamino as defined in A15 herein; 

9) \ acyloxy as defined in Al herein; 

10) \amino as defined in A12 herein; 

11) substituted amino as defined in A13 herein; 

12) aminoacyl as defined in A 14 herein; 

13) aminoacyloxy as defined in A27 herein; 

14) oxyacy latino as defined in A28 herein; 

15) cyano; \ 

16) halogen wherein halo is defined in A23 herein; 

17) hydroxyl; \ 

18) carboxyl; \ 

19) carboxylalkyl as defined in A21 herein; 

20) keto having the formula =0; 

21) thioketo having the formula =S; 

22) thiol having the formula ^SH; 

23) thioalkoxy as defined in A29 herein; 

24) substituted thioalkoxy as defmed in A30 herein; 

25) aryl as defined in A herein; \ 

26) aryloxy as defined in A18 herein^ 

27) heteroaryl as defined in F herein; \ 

28) heteroaryloxy having the formula -Orheteroaryl wherein heteroaryl 
is defined in F herein; \ 

29) heterocyclic as defined in G herein; \ 

30) heterocyclooxy having the formula -O-heterocyclic wherein 
heterocyclic is defined in G herein; \ 

31) hydroxy amino ; \ 

32) alkoxyamino wherein alkoxy is defined in A5 nerein; 

33) nitro; \ 

34) -SO-alkyl as defined in A33 herein; \ 
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35) -SO-substituted alkyl as defined in A34 herein; 

36) -SO-aryl as defined in A35 herein; 

37) \ -SO-heteroaryl as defined in A36 herein; 

38) \ -S0 2 -alkyl as defined in A37 herein; 

39) \S0 2 -substituted alkyl as defined in A3 8 herein; 

40) -S0 2 -aryl as defined in A39 herein; and 

41) -SCA-heteroaryl as defined in A40 herein; 
cycloalkenylW from 4 to 8 carbon atoms; 

substituted cycioalkenyl having from 4 to 8 carbon atoms and from 1 to 5 
substituents selected from the group consisting of: 

1) alkoxy as defined in A5 herein; 

2) substituted alkoxy as defined in A9 herein; 

3) cycloalkyl as defined in B herein; 

4) substituted cycloalkyl as defined in C herein; 

5) cycioalkenyl as defined in D herein; 

6) substituted cycioalkenyl as defined in E herein; 

7) acyl as defined in A3\herein; 

8) acylamino as defined iri A 15 herein; 

9) acyloxy as defined in AlXherein; 

10) amino as defined in A 12 herein; 

11) substituted amino as definedYn A13 herein; 

12) aminoacyl as defined in A 14 hferein; 

13) aminoacyloxy as defined in A27\herein; 

14) oxy acylamino as defined in A28 nferein; 

15) cyano; \ 

16) halogen wherein halo is defined in A23 herein; 

17) hydroxyl; \ 

18) carboxyl; \ 

19) carboxylalkyl as defined in A21 herein; \ 
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20) keto as defined in C20 herein; 

21) \ thioketo as defined in C21 herein; 

22) \ thiol as defined in C22 herein; 

23) mioalkoxy as defined in A29 herein; 

24) suWituted thioalkoxy as defined in A30 herein; 

25) arylVs defined in A herein; 

26) aryloxV as defined in A18 herein; 

27) heteroaryl as defined in F herein; 

28) heteroaryloxy as defined in C28 herein; 

29) heterocyclic as defined in G herein; 

30) heterocyclooxy\as defined in C30 herein; 

31) hydroxy amino; \ 

32) alkoxyamino as dermed in C32 herein; 

33) nitro; \ 

34) -SO-alkyl as defined in\A33 herein; 

35) -SO-substituted alkyl as defined in A34 herein; 

36) -SO-aryl as defined in A35\herein; 

37) -SO-heteroaryl as defined in\A36 herein; 

38) -S0 2 -alkyl as defined in A37 herein; 

39) -S0 2 -substituted alkyl as defineaNin A38 herein; 

40) -S0 2 -aryl as defined in A39 hereinc and 

41) -S0 2 -heteroaryl as defined in A40 herein; 

heteroaryl of from 1 to 15 ring carbon atomsVnd 1 to 4 ring heteroatoms 
selected from oxygen, nitrogen and sulfur, substituted with from 1 to 5 
substituents selected from: \ 

1) acyloxy as defined in Al herein; \ 

2) hydroxy; \ 

3) acyl as defined in A3 herein; \ 

4) alkyl as defined in R herein; \ 
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5) alkoxy as defined in A5 herein; 

6X alkenyl as defined in T herein; 

7) \ alkynyl as defined in V herein; 

8) \ substituted alkyl as defined in S herein; 

9) substituted alkoxy as defined in A9 herein; 

10) substituted alkenyl as defined in U herein; 

11) substituted alkynyl as defined in W herein; 

12) amino \s defined in A12 herein; 

13) substituted amino as defined in A13 herein; 

14) aminoacyl as defined in A 14 herein; 

15) acylamino as\defined in A15 herein; 

16) alkaryl as defined in A 16 herein; 

17) aryl as defined A A herein; 

18) aryloxy as defined \n A18 herein; 

19) azido; \ 

20) carboxyl; \ 

21) carboxylalkyl as defined\in A21 herein; 

22) cyano; \ 

23) halo as defined in A23 herem; 

24) nitro; \ 

25) heteroaryl as defined in F herem; 

26) heterocyclic as defined in G herein; 

27) aminoacyloxy as defined in A27 herein; 

28) oxyacylamino as defined in A28 herein; 

29) thioalkoxy as defined in A29 herein; \ 

30) substituted thioalkoxy as defined in A3© herein; 

31) thioaryloxy as defined in A31 herein; \ 

32) thioheteroaryloxy as defined in A32 herein: 

33) -SO-alkyl as defined in A33 herein; \ 
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\34) -SO-substituted alkyl as defined in A34 herein; 

35) -SO-aryl as defined in A35 herein; 

36) \ -SO-heteroaryl as defined in A36 herein; 

37) \ -S0 2 -alkyl as defined in A37 herein; 

38) -S0 2 -substituted alkyl as defined in A38 herein; 

39) -SOu-aryl as defined in A39 herein; 

40) -S0 2 -heteroaryl as defined in A40 herein; and 

41) trihalomethyl as defined in A41 herein; 

heterocyclic of from 1 to 15 ring carbon atoms and from 1 to 4 ring atoms 
selected from nitrogen, sulfur and oxygen, substituted with from 1 to 5 
substituents selected from: 

1) alkoxy as defined in A5 herein; 

2) substituted alkoxyVs defined in A9 herein; 

3) cycloalkyl as defined in B herein; 

4) substituted cycloalkyl \s defined in C herein; 

5) cycloalkenyl as defined in D herein; 

6) substituted cycloalkenyl as\defined in E herein; 

7) acyl as defined in A3 herein\ 

8) acylamino as defined in A 15 herein; 

9) acyloxy as defined in Al herein -\ 

10) amino as defined in A 12 herein; 

11) substituted amino as defined in A13^ierein; 

12) aminoacyl as defined in A 14 herein; 

13) aminoacyloxy as defined in A27 herein^ 

14) oxyacylamino as defined in A28 herein; 

15) cyano; 

16) halogen wherein halo is defined in A23 hereiij; 

17) hydroxy 1; 

18) carboxyl; 
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\19) carboxylalkyl as defined in A21 herein; 
2$)) keto as defined in C20 herein; 

21) \ thioketo as defined in C21 herein; 

22) \ thiol as defined in C22 herein; 

23) thioalkoxy as defined in A29 herein; 

24) substituted thioalkoxy as defined in A30 herein; 

25) aryl a,s defined in A herein; 

26) aryloxy, as defined in A18 herein; 

27) heteroaryl as defined in F herein; 

28) heteroaryloxy as defined in C28 herein; 

29) heterocyclic as defined in G herein; 

30) heterocyclooxy\as defined in C3Q herein; 

31) hydroxy amino; \ 

32) alkoxyamino as defined in C32 herein; 

33) nitro; \ 

34) -SO-alkyl as defined itfy\33 herein; 

35) -SO-substituted alkyl as Mefined in A34 herein; 

36) -SO-aryl as defined in A35^ herein; 

37) -SO-heteroaryl as defined irk A36 herein; 

38) -S0 2 -alkyl as defined in A37 herein; 

39) -S0 2 -substituted alkyl as defined in A38 herein; 

40) -S0 2 -aryl as defined in A39 herein; and 

41) -S0 2 -heteroaryl as defined in A40 Wrein; 

ring B, together with the atoms of the e-caprolactam to which it is attached, forms 
a carbocyclic or heterocyclic ring selected from the group consisting of: 

H) aryl as defined in A herein; \ 

I) cycloalkyl as defined in B herein; \ 
J) substituted cycloalkyl as defined in C herein; \ 
K) cycloalkenyl as defined in D herein; \ 
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\ L) substituted cycloalkenyl as defined in E herein; 
M) heteroaryl as defined in F herein; and 
N)\ heterocyclic as defined in G herein; 

ring together with the atoms of the e-caprolactam to which it is attached, forms 
a heteroaryl as defined in F herein or heterocyclic ring as defined in G herein; 
R 1 is selected from the group consisting of: 
O) hydrbgen; and 

P) an ammo-blocking group being any group, bound to an amino group, which 
prevents Nundesired reactions from occurring at the amino group and which 
may be removed by conventional chemical and/or enzymatic procedures to 
reestablish the amino group; 
R 3 is selected from the, group consisting of: 
Q) hydrogen; \ 
R) alkyl as defined in^R herein; 
S) substituted alkyl as defined in S herein; 
T) alkenyl as defined in T\herein; 
U) substituted alkenyl as denned in U herein; 
V) alkynyl as defined in as defined in V herein; 
W) substituted alkynyl as defineasin W herein; 
X) acyl as defined in A3 herein; \ 
Y) aryl as defined in A herein; \ 
Z) cycloalkyl as defined in B herein; \ 
AA) substituted cycloalkyl as defined in C lierein; 
BB) cycloalkenyl as defined in D herein; \ 
CC) substituted cycloalkenyl as defined in E herein; 
DD) heteroaryl as defined in F herein; and \ 
EE) heterocyclic as defined in G herein; \ 
each R 4 is independently selected from the group consisting of: 
FF) alkyl as defined in R herein; 
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GG) substituted alkyl as defined in S herein; 

HH)\ alkenyl as defined in T herein; 

II) substituted alkenyl as defined in U herein; 

JJ) alkyhyl as defined in V herein; 

KK) substituted alkynyl as defined in W herein; 

LL) aryl as defihed in A herein; 

MM) cycloalkyl as dbfined in B herein; 

NN) substituted cycloalWl as defined in C herein; 

OO) cycloalkenyl as define&in D herein; 

PP) substituted cycloalkenyl a^defined in E herein; 

QQ) heteroaryl as defined in F herein; and 

RR) heterocyclic as defined in G herein^ 
m is an integer from 0 to 2; and salts thereof . N 



